Does the prolonged occupancy of M1 receptors by telenzepine protect them against the action of vagally released acetylcholine?
The affinities of telenzepine, pirenzepine and atropine for muscarinic acetylcholine receptors have been determined by receptor binding studies using brain cortex and heart membranes of calf and rat. The ratios of affinities of telenzepine and pirenzepine for the cortical M1 receptors, cortical 'non-M1' receptors and cardiac M2 receptors are 50:5:1 and 80:5:1, respectively. The time course of association of telenzepine and pirenzepine with M1 receptors is similar, whereas the half-times for dissociation are 35 and 2.3 min at 37 degrees C, respectively. In further experiments this slow dissociation rate of telenzepine is shown to be rate-limiting for the occupation of M1 receptors by other ligands. The prolonged occupation of M1 receptors by telenzepine is discussed as a possible protective mechanism against acetylcholine released from vagal nerve fibers.